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ABSTRACT: 

ABSTRACT OF THE DISCLOSURE: 474 , -haIophenyy2-methyl-U2^4-tetrahydroiso- 
quinoline racemate or optically active isomer having the formula: l*M*fl*-| wherein R is a 
member selected from brome or fluor, and their physiologically acceptable salts. These have 
high inhibitory effect towards dopamine noradrenaline or serotonin uptake, as well as high 
antiulcer activity. A method for the preparation, is characterised in that benzylmethylamine is 
alkylated with at least one .alpha.halogenated aryl aliphatic ketone to 2-/N-methyl-N- 
benzylamin/-4-haloacetophenone, and then reduced to Nbenzyl-2-methylamine-l-/4- 
halophenyl/-l-ethanol with sodium borhydrate. The latter is cyclodehydrated with 
concentrated sulphuric acid. 

CLAIMS: Show all claims 



*** Note: Data on abstracts and claims is shown in the official language in which it was 
submitted. 
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Patent Document Number 2015114 : 

4-/4'-HALOPHENYL/-2-METHYL-l,2,3,4-TETRAHYDROISOQUINOLINES AND 
A METHOD FOR THEIR PREPARATION 



4-(4 , -HALOPHENYL)-2-METHYL-l,2,3,4-TETRAHYDRO-ISOQUINOLINESET 
METHODE DE PREPARATION 



CLAIMS: 



The embodiments of the invention in which an exclusive property or privilege is 
claimed are defined as follows: 

1 . At least one 4-/4 f -halophenyl/-2-methyl- 

1,2,3,4,-tetrahydroisoquinoline racemate or optically active isomer having the 
formul a: 

|totf*fl*l wherein R is a member selected from brome or fluor, and their 
physiologically acceptable salts. 

2. The product of claim 1, wherein R is brome. 

3. The product of claim 1, wherein R is fluor. 

4. The product of claim 1, being a racemate. 

5. The product of claim 1, being an optically active isomer. 

6. The product of claim 1, being a physiological active salt. 

7. A method for the preparation, of at least one racemic tetrahydroisoquinoline 
as defined in claim 1, characterized that benzylmethylamine is alkylated with at 
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/ least one .alpha.-halogenated aryl aliphatic ketone to 2-/N- methyl-N- 

benzylamin/-4-haloacetophenone, and then reduced to N-benzyl-2-methylamine- 
l-/4-halophenyl/-l-ethanol with sodium borhydrate, and the latter is 
cyclodehydrated with concentrated sulphuric acid. 

8. A Method for the preparation of optically active tetrahydroisoquinolones as 
defined in claim 1, characterized that a racemic tetrahydroisoquinolone is treated 
with at least one optically active acid. 

9. The method as defined in 7, characterized that the alkylating of said 
benzylmethylamine is carried out in acetone or benzol medium at twice molar 
excess of the latter per mole of the ketone. 

10. The method as defined claim 7, characterized that said reduction of said 
acetophenone is carried out in a medium of lower alcohols at a temperature 
interval from 10 to 80°C. 

1 1 . The. method as defined in claim 7, characterized in that the cyclization of 
said ethanol is carried out in dichloromethane or dichloroethane medium at a 
temperature ranging from 0 to 30°C. 

To p of Page 
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The iuwsriLion wncarriB ^-/<'-hoJlnrilvenyl/-2-ffletJtyl.- 
1 ,2.3,1, -t«trnhydro<HoquinoHn«a rm^mates nr optically 
octivo «*ii.ipode& «nd a method for thoir preparation, 

ft i:s known < ! mni k. Kimetwcn, h* Cerhard&r «• 
Knjse, Vir I.even, E. Pftulua, <J, ESchaohi;, K- Sohmitt, 0. Ked, 
Chest. 19fi7. 30, 7988-U04 that raeemie or optically active 
4-phenyl- 0-an»iloo-2^aeOiyl-l . 2 , 3 f 4 P -totrahydioi Aquino) tnea , 
poss-oas Inhibitory effect on the uptake of dopamine^/, 
AO)?»drenaliM/NA/ and aarotun&ft/5-M7 *ro* ayrtaptoEomea of 
ra t s 1 rubral uO rt e x . 

It ie also kCUivn fxoro H* BioKfcX, Ar*Oftin-T©r*eh; 
Drufl HeB., 30(l>, Pfo 1. G9. that We ra comic 4-phftnyl- 

8-amino-2-raethyJ-i,2.ap4-i.etrahyiJroiBoqwjnolinB noaseBBoy 
moderate inhibitory effect tovarde atceflfl inducing stomach 
ulcers \t\ ratB. 

The object of the invention 1b to creat* new 
4- /4 ' -hRlOpheny 1/- ?. -methyl- 1,2,3,4,- tetrohyd^isoqui nalines 
having general formula (i)s 

R 




la R = ar 
lb n - F 

where P means brome or fi.uor, ar.ri their physiological ly 
acceptable salta, which have high inhibl i»ry ofl'ect towards 
dopamine, noradrenaline or oarotoain uptake. a B well aB a 
high ^nuialcer activity* 

TKa essence of the invention comprise* in the Tact 
that tho race roic compound with general formula 1 ore 
obtained according to tho following throo-fitagc reaction 
sohotuo: 
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ABSTRACT OF THE DlSCfj QSUKK j 



4 - / 4 ' - l.ophenyiy 2 -mot hyl- 1,2,3,4 -te Urahydroiso- 
quinoltne racemato or opUically act.We isomer having the 
formula; 

R 




N-CH.. 



therein R is o member Belected from bromc or fluor, eu<i 
their physiologically acceptable sali:s>'- These b*ve high 
inhibitory effect towards dopamine noradrenaline or 
aerotonin uptake, a© velS as high antiulcer activity, A 
method for the p;;epara t ion , ift characterised in that 
henzylmethylarnine ia olky J.a tetf with at least one - 
halo<jeoated aryl aliphatic ketone to 2- /a-mctfty X-N- 
benaylamin/-4-haloacetopheno[iu r and then reduced to N- 
bcn^yl-a-mfet-.hylamine-l-/^-haXi?pUetty.l/-l-©thanoJ. with sodium 
borhydrate. The latter is fcyclodehydr uteri with concentrated 
sulphuric acid. 
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